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T )V*)V?.)V*—)V^ 7y*, X(i7^3^y7iK;v^it?t^\ X(£R 3 & 
*fK&oT-0-CH2-0-£^;bU m(±0 ~ 2 Og&£^fc>U 

[0 0 17] 

mi Jim. 

(i i i) -c^?w^ti«7^i^^vfty7>^f;v (yy 
fty7^-n Kfg&u ^ (iv) -e^^tL^-fb^SrSijS-tsxe-e** 
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1 1-260780 



^-v: 18/ 



o 

Ltli, ®7>^-7 (NH 3> NH4OH) ^ h i)x.^)VT< > (E t3N) * 

t'cD&m^ft&Tbz-mitRm (cs 2 ) *ftUB3H^cf#fc*L*v^*#/i'^ 

KUffifc, ^nn^xf^ (C 1 CO2E t) , h ■JiW^ > (E t 3 N) 
#i£(3)^**X^> (CSC 1 2 ) Srftffl$-^**ffi®^-5}-*^sK-^^'f 5 r 

o~i. 5ii) s^rM^t (1. o~i. 5 mm 

) *it&® (III) izMx.. ^/n b >ftii (#lxJi\ -^jL^^i-^^ 
fF7tKn77>, ^f^A7 5 h\ ^>-tf>, h;i/jt>, v^nn^ 
^on*^f) tfi-CO. 5I$W~ 1 0R#lflHfc#-t-*o ^nn^ 
^.x^;w (1. 0-1. 5S1) ^h'Jxf^T^ (1. 0-1. 5^*) 

) tf-CO. 5B#ra- 1 OBtra^i-^o RSSSi: LT(i0°C- 1 0 Ot^fl 

<Do»£\ (1. o~i. 5mm) at&® (i i d kjpx., 

. 5 NfW- 1 0 I^Miftfl2-t*o RJCEiaKi: LTIi o r- 1 0 0 L < , # 

©oJ#£\ ft*;^-;k/^<r/-;v (1. o-l. 5^») Zit^rVd ( 
III) Him*., *7*n h (ffllxJf, vJc^;i/i-x;K fh^fcKa 

*;VAf) tp-CO. 5B#ra- 1 0B#P B m^1-^>o RlSSJgt LT(±0°C- 1 0 0 

vmit L < , o r-M&wt Lv> 0 

[0 0 18] 

5£ (I I I) T^^tL^'fb^t LTfi, m = 0 coM t Lt, T-U>, 2- 
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^-v: 19/ 



^f^7-'J>, 2 -i^;i/T-'; 2-n-^n^7-'J>, 2-i-"7° 
d^T^^, 2-n--/f^7-'J>, 2-sec-7f^7-']>, 2- 
t -7'f^7-y>, 3 -^f;V7-'J 3-i-7°Dlfjl/7-V>, 3-i 
-7'nk , Jl'-4-^f^7- l J>> 3 - t -/f ;i/7^U >\ ^7-'J 

4 - i —"fu k";l/7-'J 2, 6-y>f^7-'J>, 2, 
T-'j>, 2, 4-v^f^T-';>, 3, 4->*xfjV7-'J>, 2, 5-v 
^if-^T-'J 3, 4-v^^^T-';>, 3, 5-y^f^7-'J>, 2, 
6-yxf^7-rA 2, 6 -v- i -~fu \z)UT-i) 2-^K->7- 
2-xhJrv7^'J>, 2-i-/n^y7-'J>, 3-^h^rvT- 
3, 5-y^f^y7-'J>, 3-n-7*F^y7- l J>, 4-n-7*l> 
^ry7-'J>> 4-xF^y7-'J>, 3, 4 - v ^ Y * v T - U 2 - * 
)\,^--*T=-^y ^ 2 -i^■;^^-^T- , ; 2 - i -^d kf;i^:*7~'J 2 
-N, N-y^f^7^7-'J>, 2-7x-^7-'J>, 3-7xx;V7x 
'J >> 4-7xyJfy7x'jy, 2 - v;i/y- >J 2-v^n^> 

^-^T-'j^. 2--Fn7-'J>, 2, 4-y-fn7-r/, 2-7;w^-n 
T-';>, 2-?oo7-'] / 4-7007-^, 2, 3-y^DD7-'J 
3, 4-y^OD7- | ]> > 2 - i —-fu 4 h 0 7-'J 2- 

i --fu 6 h H7-'J 2-t Kn^y7-'J>, 2-N, N-v 

^f;V7<7*i^-^7-r/, 2 -N-7-bf^7-'; 2- ( 1 
)V^u\£)V) r-';>, 2 - i -"7°n tf;V4 -^^-^T-'J 2-i--7°ntf 
;l/-4-t KnJfy7-'J>^ 2-i-7*D^-4-^D07-'J>, 2-i 
-^^-4-7^ ;7X'J 2 - i -7*D kf;i/- 5 -jt?-)VT~i) 2 
- i -y°u tf;i/- 5 - Kn + VT-'J 2 - i - 7°u 5 n nr — 

i; 4-^oo-3->f^7-'J^ 3, 4-^fU>yt^rv7-'J>f 

[0 0 1 9] 

m = i <7)fflt LT(±. ^yy>7< 2-^f;^>'y;V7r/, 2-J--f- 
^>V^7 5>, 2-n-7nk'M>y;l/7rA 2 - i - 7*n > v 

^7^, 2-n-7fM>y>7r/, 2-s e c-7f M>y^7T/ 
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^-v: 20/ 



. 2-t-7'fM>y>rr/ > 3 -^W/V/l/T5 3-i-7nkf 
;^>y>7^ 3 - i -"/n \£)V-A - ^ v;l/T ^ 3-t-7 
f^>y^7^, 4-^f^>y>7 5>, 4 - i --7°n v";vt 
5 2, 6 - ^>fM>y>7 5 >\ 2, 3-y^f ;K>y>7< >, 2 
, 4-v'^f^>^7r/, 3, 4-y'xfMy^7;>, 2, 5-v 
^^;i/^>v;i/T< >\ 3, 4-y>fM^*Wr/, 3, 
>y>7^>, 2, 6-yxfM>y>7^>, 2, 6 - v - i - 7°n t?;u^ 

>-»7r/, 2 b*v^>v;i/T^ >, 2-xh*y^>y>7r/, 2 

-i-/n^y^>y^7r/, 3-^f+y^>y>7r/, 3, 5-y^ 
h^ry^>y^75>, 3 - n-7'h^y^>y^7< 4-n-7*h*y^ 
>y;V7^>, 4-xF^y^>y^7<>, 3, 4-yV b^y^>y>7^ 
> N 2 -^f;Vft / <>y;i'7? 2 - y^7 ^ 2-i- 

rn^W/y^T^^ 2-N, N-y7f^7^y^yy>7^y, 2 
-7xXM>y>7^>, 3-7xXM>y>7^y, 4-7x/+y^y 
y>7r/, 2-y^nA^yM>y>7ry, 2 - n^>^;i^> 
T^>. 2-xbD^yy;V7<>> 2, 4-y- FD^yy>7< 2-7 
^tn^>y;l/7^> 2-^nn^yy>7Ty > 4-^nn^>y>7r/ 
, 2, S-y^nD^yy^Tr/, 3, 4 - v r ^ n v;l^T ^ 2-i 
-7°n tf;u- 4 — — h n^yy>7 ^ >> 2-i -/n tf;v- 6 h v 
;V7^>, 2-kFD + y^yy>7ry, 2-N, N-^f/l'T?/*^ 
x;^yy>7r/ > 2-N-7*f^>y/I'7 5 , A 2- ( 1 —JL-f-JVfu 
^>y;i/7^ 2 - i -yn^4-^f^V^75 2 - i - 
7*n Vf;i/- 4 - t: Fn + y^yy>7 ^ >\ 2-i -7°n 4 -^nn^y 

y;v7r/, 2 - i -y°u 4 -T ^ y ^>v;i^r 5 2-i-7 p ntf;w 
- 5 - ^f;V^Vy;V7 ^ 2-i -7°o tf;b- 5 - t: Ko + y/<yy>7 ^ 
2 - i -y°u \£)V- 5 on^> i/)VT ^ >^ 4-^on-3-^f)K 
>v;i/T^>, 3, 4 -y<^l^> v^T < ibtL^o 

[0 0 2 0] 

m=2^JtLtli, 7x^f;u7<>, 2-^f iV7x^f ^7^ 2- 
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xf;i/7x^f;vrr/ > 2-n-7°ne^7x^f^7r/ > 2-i-"7°nt: 
il/7x^f^7r/, 2-n-7*f;V7x^f^7^, 2-sec~W7 
x^f^7T/, 2-t-7*f^7x^7r/, 3-^f^7x^7^ 

y, 3 - i -~fu \£>vy ^ 3 - i -yn kf;v- 4 -^f^7x?> 

f;V7^ 3-t-7'f;i'7x^f^7r/ 1 4-^f^7x^f^7^>> 
A - i -y°u\£)vy ^^^-)VT , 2, 6-7^f^7x^7r/, 2, 
3 - 9 J* f^7i^W ^ 2, 4-v^f^7x^f jV7^>, 3, 4- 
yxf;V7x^f;l/7r/, 2, 5-y^f^7x|f ^7^, 3, 4-v^ 
f^7x^f^7^>, 3, 5-y^f^7x^wr/ > 2, 
7x^f^7^>, 2, 6 -v- i -7°n x.^^-)VT A 2-*h*v 

7x^fil/7r/, 2-xK->7x^fJl/75>, 2-i-7'n^-/7x^ 
f^7 5>, 3->h^-/7x^fjl/7r/, 3, 5-y^b^fy7x^7 
5 3-n-7'K->7x^f^7r/, 4-n-77+-/7x^fJl/7r/ 
„ 4-x^y7x^f;V7^, 3, 4-y>h*y7xW75>, 2- 
^fjkft7x|f^7r/, 2-ifW7xW7^, 2 - i-yn 
!fHt7x7>f^7 5 2-N, N-y^f;V7^7x^f^7r/, 2 
-7xx;V7x|f^7^>, 3-7xXf7x^ff7r/, 4-7x^y 
7x^f^7^, 2 - DA^yjV7x^f Jl/7 5 2-->^o^>^-;u 
7x^fJl/7?>, 2--fD7x^7r/, 2, 4-^-hD7xW 
T^>> 2-7^t07x^fiP7r/, 2-?nn7x^f^7TA 4-* 
DD7x^fiV7rA 2, 3-y^nD7x*wr/, 3, 
7x^>f^7^>, 2 - i - -7°n tf;l/ -4-xFn7x^f^7ry, 2-1- 
7nh';i/-6-x|>D7x^f^7^>, 2-H Fn^y7x^W^, 2 
— N, N-y^f^7^7*;^-^7x^f^7ry, 2-N-7W7x 

^f;v7<y, 2- (i-xf^7 p Dif^) 7x^f;v7<y, 2-i-7 9 ntf 

;l/4 — jt-^-)Vy jl^^-)VT < 2 - i -7°nt t JP-4-Ii Kn^y7xW 
T^>, 2 - i -7*n tf;i/- 4 n o 7x^7 < 2 - i - ~fu 
4-7^7x^f;V7ry, 2 - i -7'nt:iV - 5-^f^7x^7?> 
, 2 - i -~fu 5 - Ko^r ->7x^W 5 >\ 2-i-7'nt:^-5 
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- y. ^ > ~7 * * v 7 ^ * ^ 7 3 > W W ^ & o 
[0 0 2 1 ] 

^ (iv) -e^ ? ft^tio ^ v f t y r f ^ (^vftyr^- 

h) NH 2 -R 1 -0H^R^^-ti:, ^ (V) t^$ft*ft^!»£«iii-&X 

R/SfiJgi: Ltli, 0 °C- 1 0 0 t«i L < , iff K 0 t-lWi L < > 
Rj£B#P B 1£ LTfi, 0. 5BtPa1- 1 OWWlP^ L^o 

NH 2 -R 1 -0H (RlUW&ZtlX^^X i> £\<*T It, ft^tJ (I 

V) C^Ltl. 0-1. 5 ^iffl^tUjfct^o 

NH2-R 1 ~0H t LTti, 2-7^i^-^, 

2 -7 3 y- l - ; 2-73 7-1, l-v^f 

3 -73 y-7°n/-?y-;K 3-73 7-2, 2-y^f;U7 , n^' 
/-/K 3-75y-l-^f ^7°o/nV-;K 3-7^-2-^f^7*D/< 
3 -7 3 7-3 - ^f^yD/V-^, 3-7^7-2, 2-yxf;i/ 
■fu/^y l-7?/>f;i'-l-tKn + y>fJl/y^n7°n/\ , > > 1 - 
7?;^f^-i - (tKD^y^f^) v^D-7^>, 2- (7^/^f^) 

[0 0 2 2] 

$311 

^ (v) -e^sftsft^fcRms^ (vi) ^sn*fl:#»*:«ii-r 

TOftt LT(±, ®yxf ;i.7yy*^^y 1/- b (DEAD) 

7x-)ww7r/ (Ph 3 p) -e^a-r z> ©tzmx-mkm-rzjj-mm&m 
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# M¥ 1 1 -2 6 0 7 8 0 ^- v ! 23/ 

, ?nn*;vA|) ^£fflv\ 0. 5^-51^, 0 °C-^-e^T^(^J: v^ 0 
yxf^7Vy'*^^yl^-F (DEAD) W V 7 i 7 >f > (P 
h 3 P) fi, ftiftLf^tl (V) K*tLTl. 0-1. 5^Sffi^*U;£J;^ 0 

©o tt , * -e o . 5 n# n - 1 o m w ^ iraffca « ■* *t «r «t v » 0 

[0 0 2 3] 

m4xm 

S (vi) -c^Sfi-Mfc^K:, r 2 (S;:-c (=r 5 ) -R6-e^$n&* 

Xli^:-S02R 7 t^$^i) (I I) -C^S*i* 

^•f-:*, 7W75y, 77M^t^'A g3&£*lTV>-C& iv»7?^ 

*xet±, (00*. If, h >; Ji^-ZUT ^ tf;v>, N, N-y^f;V7 
^b*'Jy>f) O^ftT, ^: X-C (=R5) -R6 (5^ > R5^yfR6(i^r 

ff 9 ^ t * s t? § * o ffiHrwN-TvMfcO^^o-Cffx.tf J: <, flUff, i§ 

) i££i$ffiu or-i oor-e, .0. .si$h~ i on#w, Rt&*ffx.tf-J:^ 0 

ftT, nflfrffcflfc* (CS 2 ) £R(£$-g\ #:^T% ^nyyft7;K;u dWx.»f 

;U7'nv^f Kf ) d £ KJ: oT ^ v# 

I^UI^ #7*n F >MI (#!l;L(f, yxf^x-f;K fb7t KD77 
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^-v: 24/ 



ifc, R2i:LT. ^:-S0 2 R 7 (5^ R7|±T^^;K e&£*iTv>T*> 
i^lAts^ii, ^:r7so 2 X (^-K xii^nyvf) -C^ft&ft;^- 

tofca; (vi) ^^ns-fk^^ig^ftT-cRJS^^nidrv^^ 

[0 0 2 4] 

~t %>Jji£li&. #!lxJ3fDe sign of Prodrugs, Elsevier 
, Am sterdam 1985 t~ffi«c£*tT^& 0 
[0 0 2 5] 

otiS (Milf, T^y, HKo + y|) WM&*mXLTm&+Z>Z.t 
&X£& 0 T ^ 7l©7n K7 7^i: Ltli, #;w\*y-h# (#!)xJ£\ 
#;w-M-K ->^n^ni^/i/^f^*^A^-h, t —-ff-JHin/r** - K 

, N-TJl'^Mfc (1?!)x(2\ N-TV A'TS N-^ h^v^f^7^>f) 
[0 0 2 6] 

BJL Bflk B£^, ILgjL vi^S, vDyiH, vix-f>m, 

> mism. &M&mm xitmmm (mz.i£, m.m. mm. mm. v >a*, 

[0 0 2 7] 

LXlt. j£ (I) (II) T^£*iMfc£-tK f^ynK7 7 
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[0 0 2 81 

*miit&VB\i. *>tt:V^K2ffft (CB2R) KMIRmzm^^ d 
4 K 1 (C B 1 R) ^i-&ajftltt*** < , * >ttV^f K 1 (C 

bir) izm%:ir2>fpmw&&<7)mftm mitt*?) sriaa-r-sct^-es, * 

>^tfy>f Ki£## (CB l R) KIH»Lfc«#te*3i£je£l-£i:fcfcv\, 

[0 0 2 9] 

Sot, #§&BJ!lb^tl(i> iiy.±\d;4 K2g##: (CB2R) ^M4-1"^>^ 

o 

[0 0 3 0] 

^j^^^p^^j, ^^,v^i N Mr±M, »^a#t, smmzmmtm 
mmximmm. m.xm. &Mm> t> l < &#mm% mmBHk 

[0 0 3 1] 
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[0 0 3 2] 

frfi, t4SU> 

immzti&mv!) (hhtimm ^tizx'om^'o , mm^^umm^nm^ 

mfchtt&fr\ mn^<Dm^, fffi 1 kghtz l) > lBO.Ol-lOOmg, tf 
£ L < (i 0 . 0 1-1 Omg, X *) ft t L < (± 0 . 1-1 0 mg, #I1P^<7)^^-^ 

1 kg&£ «K 1 H 0 . 0 0 1-10 0 mg, ftt L < it 0.001-1 mg, £ 
W-tL<ltO.O 1 - lmg£J£#-f £ 0 1 - 4 0^55-#Jtr^i-^(i"J: 

[0 0 3 3] 

[0 0 3 4] 
[*W!I] 

###!J1-1 (2-^fy7'nh';v7x-^) yft vT^-Klb^tf 2 )<7) 
[<t 8] 



NH CS 2 (1eq) CIC0 2 Et(1eq) I Nr ~ 

NHz Et 3 N(1eq) Et 3 N (1eq) ^ ' NCS 




PhMe CHCU 
rt 30min 0°C 1h 




2-^V7°nt s ;U7- l jy (5.00g) , h U xf;k7 ^ > (3.74g) , h 
;U.x> (l 0 ml) c^I^*^ ZlfiHb^St ( 2 . 8 1 g) * 1 O^TigTU M 
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y (2 0ml) , F'Jif^7?> (3.7 4g) £l)Dx_, ? u v 8k&*-?- (4. 
0 lg) *7K^T1 O^ffl-Cj&nx., ^ift-ClNFlW«#Lfco RtL«It: 1 0%l&m ( 
2 0ml) SrJDx., VLitt^Vy (6 0ml) T'ttlffiLfco JSffiiftfc&TMiBN'^* 
y^Af» Mffi^LT, (2-^fyynt>7x^) >fVf*->7^ 
- h (6. 5 5g, P9 9%) £Hfe***#&-Cf#fco 

iH-NMR (' £ppm TMS / CDCI3 )1.25(6H, d, J-6.7), 3.25(1H, q, J-6.7). 7.14 
-7.30(4H, m). 
[0 0 3 5] 

###!il-2 (2 ->f y^nn>7x-;i/) Vfty7*-Kft^»2)W 

[ft: 9] 




2-'fV7'n^7- , J> (1.8 lg) (OvXf-;l/X-f;V (2 0ml) jgiSK, 
( 1 . 5 4g) £tR<£T 1 OWiTU mUX- 1 B#lffl«#Lfco 
%.fcmi~fc (3 0ml) ^JPA, yxf jVx-fiV (6 0ml) flffiLt, itliS 
* feTKfficS^ * v A dSEEzfttS L T , ( 2 - ^ V "7° n tf ;v -7 ^ - ;ix 

) ^Vft->7^-F (2.3 5g, W9 9%) fcWfeflMKW-e&fco 
[0 0 3 6] 

##M2 N-(2 --f V7 p ntf;i/7xx;u)-N' -(l-HKn + y-2,2- 
y>f^)7 , D^ft')U7 (fb^ 3 ) <»j£ 
[ft 1 0 ] 
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1 1 - 2 6 0 7 8 0 ^- *J : 28/ 

• it 

(2->fy^nt>7x-^) ^7ftv7^-F (3.3 Og) 
-x^ (2 0ml) mwi^, S -2,2-V*^-)V-fus*y -)V (1.9 

2 g ) *mx.. m^TimmmwLfzo Kfc-mmzn&mmLx&btitzmm* 

N- (2-^77*0^71-^) — N ' — ( 1 - H Kn * v- 2 , 2 - i? * 
7 , D^ft'7l/7 (4.6 0g, ft|8 8«) SrHfeflll^-CWfco 
1H-NMR ( £ppm TMS / CDCI3 )0.82(6H, s ), 1.25(6H, d, J=6.7), 3.11(1H, q 
, J=6.7), 3.25(2H, s), 3.55(2H, d, J=6.3), 6.05(1H, m ), 7. 17-7. 40(4H, ra 
). 

[0 0 3 7] 

%Wft 1-1 2 - (2 ->f 7 7°n e;v7i-;u)-f < / - 5, 5 - V**f-to- 1 , 
3 -^-TP^dt^ I - l)tf>Rji 
[ft 1 1 ] 




3 1-1 



N — (2 7 7*n \d)V7^-)V) — N' — (1-t Kn^y-2,2-y^f 
;w) 7°nt:>f^7l/7 (10.3 7g) tc, fliiagjt (5ml) Srtrax., 3 Bf fflijn*fc 
a»£L^:o at&iRfcMiaKJfctpU 2 0H*»ftth^A*S« (2 5ml) K 
•ar^, #mt7t:^H a H ^3^LT, S^ixf;^-Sg B B H U, 2- (2-^fV 
7"n \£)Vy s.=.)\>) 4 < / -5, 1 , 3 -f7-/> (4 . 8 Og, JR 

$50%) £6fegi&-c#£o 
m jft 1 5 5 - 1 5 7 1: 

iH-NMR ( Sppm TMS / CDCI3 )1.15(6H, s ), 1.20(6H, d, J=6.7), 2.67(2H, s 
), 3.09(2H, s ), 3.15. (1H, q, J=6.7), 6.88(1H, m ), 7. 05-7. 11 (2H, m ), 7 
• 20(1H, m ). 



ffifE#2 003-3108360 



1 1-260780 



^-v: 29/ 



[0 0 3 8] 

mmmi -2 2-(2-^V7'ot:^7x-JV)^;-5 ) 1, 
3 -?-Tv>(ft^ I - 1 )<7>mi& 
[it 12] 



N — (2-^fy^Dtf;P7x-;V) -N'- (1 - t Kn^->-2, 
;u) ^nifW)l/7 (1.0 Og) Ofh?HKn75> (6ml) oS^flli: 

, mn-t-fr (0.6 og) ^in, i B#r^it#-r^o Rt£$Fi£***JE 

jSUfSU (2 0ml) , 7A (0. 9 3g) £*Dx.* 2 B#K 

Jn«feaa£L^o RJSifcfc* (4 Oml) £2JDx., mt^-f-Vy (6 0ml) tilUL 

2- (2-^77*0^71^^) ^/-5,5->^f^-l,3-f7y> 

(o.4 5gjxf4 8 %) * ^m^mtzo 

[0 0 3 9] 

HJfeffl 1-1, 1-2 bint: 2 - (2-^77 , nt t ;i/7x-^)^^y-5 
, 5-v**-;W- 1 , 3 -f7y>^fflK, J^T<7>ll»!l 2 -6 ^ft^tz* 

3 -i-f-Zl/- 2 - (2 ->f y 7°n kfjl/7x^;l')'f 57-5,5-^^ 




lit 13] 




1-1 



I -2 
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2 -(2 -4 V-fu < J - 5, 5 -v^^-^- 1 , 3 -fTv> 

(0.2 6g)ON, N-y^fH^A7? K( 2 mDitffcH, 6 0%7fc^fi:T- h 'J 



3-xf^-2-(2-^77 P nh 0 ^7x-^)^f ^y-5, 5-v 
^f^-l,3-f7y>(0. 2 lgJX^7 1 %) ^4ffife-/W»^i#^o 
iH-NMR ( Sppm TMS / CDCI3 ) 1.13 (6H, s), 1.20 (6H, d, J = 6.9), 1.25 ( 
3H, t, J = 7.4), 2.61 (2H, s),3.05 (2H,s), 3. 17 (1H, m), 3.64 (2H, q, J 
= 6.9), 6.72-6.80 (1H, m), 6.98-7.07 (2H, m), 7.20-7.32 (1H, m). 
[0 0 4 0] 

2-(2-^V7 p De;i/7x-;H^5/-3-7 i n 5 , 5 

1 , 3 -7-T"Jy(it / kfy) 1 - 3)comm. 



2 -(2 -4 V7'nk°^7x-;v)^ < /-5, 5- 9 J**f-A/- 1 , 3 -f7y> 
(0.2 6gh h 'JifiV7^ >(0. 1 5gh i&it^f- Is > ( 5 ml) <D]&&mK, i& 
Ifcynet-^KO. 1 3g)*5#WCiKTU liSt- 2 B#HI«#Lfco RJfcfcK 

tK(3 omi) *ipx., yi^-^i- -r^(6 oaD-ciajL^o mtawit: 

7 * v * a -eifcflMife, MEEsftM L T# t> titztm.* v U # * 7 A * n v h ^* 
77^-(n-A+ty/I^xf;v)i;tiHLt, 2 -(2 ->f y7'nf;V7 
i-;v)>f ^ j - 3 -7n tf^--;u- 5, 5->^f^-l,3-f7y>(0. 1 
8 g, Um 5 6%) £MfeflMttl&"e»fco 

iH-NMR ( £ppm TMS / CDCI3 ) 1. 14 (6H, s), 1.20 (6H, d, J = 6.9), 1.22 (3 



-r-^(6 



[ft 1 4 1 




1-3 



WaE# 2003-3108360 



#ff ¥ 1 1 - 2 6 0 7 8 0 



^-v: 31/ 



H, t, J = 7.4), 2.60 (2H, s), 2.95 (2H, q, J = 7.4), 2.96 (1H, q, J = 6. 
9), 3.73 (2H, s), 6.73-6.78 (1H, m), 7.10-7.17 (2H, m), 7.25-7.32 (1H, m 
). 

[0 0 4 1 ] 

MMM4 3 -(-*- h * ?yiuv^-)V)- 2 - (2 ->f vfu t>7x-;v)^ s y 
-5, 5-y7f;v-l, 3 -^T^'X-fb^t/I -4)0«ji 

Kb i 5 ] 



2 - ( 2 - 'f V 7^n t°;V7 x-Jl/) ^57-5,5-'/^ f 1 , 3 - f 7y V 
(0.26gh h Vx-T)VT 5 >(0. 1 5gK M.i\L^^Vy{Sm\)<DWi^mz^ 9 



77 -(n-A^t>/^xf^)(;t«SU, 3-(iK'>*W-A') 
-2-(2-^77 0 ot°^7x^^)^ ?7-5, 5-y^f;V- 1, 3-f7y> 
( 0 . 2 3 g, JR*g 6 8 %) £ 6-fe^ H B H t:i#/;o it * 8 4 - 8 6 °C 
iH-NMR ( <5ppm TMS / CDCI3 ) 1.16 (6H, s), 1.21 (6H, d, J = 6.9), 1-36 ( 
3H, t, J = 7.1), 2.59 (2H, s), 3.17 (1H, q, J = 6.9), 3.65 (2H, s), 4.32 
(2H, q, J = 7. 1), 6.74-6.78 (lH,m), 7.12-7.16 (2H, m), 7.30-7.36 (1H, m 
). 

[0 0 4 2] 

H«!I5 3 )\<tf-)\s)- 2 - (2 ->f Vfu\£)V7x.-)\s)J 5 

y-5, 3-^-Tv>ab^I -5)0«3t 




1-4 



7K(3 0ml) fcfln*.. 



-7^(6 0ml)-ettmL7to 



tfcliiE# 2003-3108360 



#Bi¥ 1 1 - 2 6 0 7 8 0 



^-v: 32/ 



lit 16] 




CICOSEt (l.leq) 
Et 3 N (1eq) 



THF 

0"C 1h 



1-1 




I -5 



2 - (2 -4 V^n^ 7i^)>f ^ y - 5, 5 -*J* l,3-f7y> 
(1.0 Og), h ';xf^7 5 >(0. 5 8gK *!lfcy^V>(5ml)<7)?t£if!^ * 
DOftRlxfiKO. 5 6g)*5$frlW?i*TU £iaT?lB#ro##Lfco RtS 
«^tK(3 Oml)£tJ[|x.> yxf^x-fiV(6 Oml)-ClfltB Lfco fflttJ^^^TKSfc 
^* * -> * A -C^m> MffiiM L T!# e> *ifc&aE * v >J * y ^ # 9 A * n v 

-2 -(2-4 V-?u *.-)V)4 * J - 5 , 5 -y^f^- 1,3- 
f7y>(0.7 4g, JRJ£ 5 6%) *&feilM#l&-e#fco 

iH-NMR ( £ppm TMS / CDCI3 )1. 16 (6H, s), 1.21 (6H, d, J = 6.9), 1.36 (3 
H, t, J = 7.1), 2.63 (2H, s), 2.89 (2H, q, J = 7.1), 3.15 (1H, q, J = 6. 
9), 3.77 (2H, s), 6.79-6.85 (lH,m) , 7. 12-7. 16 (2H, m), 7.30-7.36 (1H, m). 
[0 0 4 3] 

sK-;l/-5, 5-y'^f^- 1, 3-f7yy(f^tI -6)<7>§£jg 
[ft 1 7 ] 



CS 2 (1 .2eq) 

NaH(1.2eq) Mel f 1 2ec l) 




DMF DMF 
0°C ih H1h 




1-1 I-6 

2-(2-'fV7'Dt>7x-^)^^-5 ) 5-vVf;P- l,3-f7y> 
(0.2 6g), ~m fcjfc* ( 0 . 0 9 g) , N, N-yVWM70*(2ial)^ 



BifE# 2003-3108360 



& £g¥ 1 1 - 2 6 0 7 8 0 



^-vl 33/ 



* « 

^wtn, 6 o %i^miti- v •> a ( o . o 5 g) £zM£T-?*nx., 3 o frmmw&. x 

Mfc^MO. 1 7g)£^x., m^2^mmWLtZo JxfcWLKMS OmDiM 
x., yxf^x-rJV(6 OmO-CJSffi Lfz Q fflft-$£#E7k«-^* v Af^ 

^Et?M L T t> *Lfc5$aE* y'J*W7^D7F777^-(n- 
^t>/iixf^)i:«Lt, 2 -(2 ->f V7°n n>7xx^)^ * y 
-3-(* s f-fr s f-*)'f-*iin'tf—n'-S, 1, 3-f7y>(0. 1 

4 g, JR^ 4 0 %) ^^fe|g H B H -e#7Zo KjS 7 7 - 7 9 °C 

1H-NMR ( £ppm TMS / CDCI3 )1.20 (6H, d, J = 6.9), 1.23 (6H, s), 2.65 (3 
H, s), 2.68 (2H, s), 3.11 (1H, q, J =6.9), 4.51 (2H, s), 6.83-6.90 (1H, 
m), 7.11-7.18 (2H, in), 7.28-7.35 (1H, m). 
[0 0 4 4] 

###u 2 , mmm 1 - 1 1 mm^. vArnmnm i =Ht o tz 0 

*IW7 2- (2-^V7 t ni£;V7xx;v) "f ^ y — 1 , 3-f 77*'Jy> (It 

^ I -Dcomm 




1-7 

77°nt';V7xx;v) ^V^-^vT^-h (2. 0 Og) Wyxf^x' 
-■r^ (2 0ml) v#f&K, 2-7</x^y-^ (0.6 9g) fcflDx., M*&"C 1 

«FM«#Lfeo Kfcmmzmf±mmLxnbnfzmwwizmM.m (5mi) ££nx. 

> 3l$Wini»«atLrt:o Kfcfo&mM.izftWL, 2 0 b 'J * 

(2 5ml) mtt^Vy (6 0ml) TtttiJLfco Wtb^^A^m 

V^yj- t:tffllLt, 2- (2->fV/nif 

tBfiE# 2003-3108360 



#SI¥ 1 1 - 2 6 0 7 8 0 



^-v: 34/ 



)l/7x-^) ^y-l,3-f77'Jy> (1.80g, J|X^7 3%) ^SfelSJI, 
-Cif/Co It * 7 6 - 7 71C 

1H-NMR ( £ppm TMS / CDCI3 )1.20(6H, d, J=6.7), 3.15(1H, q, J=6.7), 3.27 
(2H, t, J - 6.7), 3.67(2H, t, J = 6.7), 6. 95-6. 99 (1H, m ), 7. 05-7. 19 (2H, 
m ), 7. 22-7. 26 (1H, m ). 
[0 0 4 5] 

HJfc$l8 3 -(.x^;l^*#;l/*--;l/)- 2 -(2 ->f y7*n t'^yx-^)^ ^ 

y-u-f/yj v > (ft^ i - 8 ) oiRjg 



2-(2-^V7 , ntf;V7x-;V)^ * /- 1 , 3 -fTV'J v>(0. 2 5gh 
j> >jxf;vr^ >(0. 1 5gh m.it* ^-V>{b*\)<DW&ftL\^ ^nDf-^U 
-i-^MO. 1 5g)£ S^Ti&TU ^T«2B#p B m#Lfc 0 RJE&ifcKjjt(3 0m 
Dim*.. i?x.j-)l<x.-7-)V{b OmDT^tBL^o ffim&fc&TKffiS^^v* 

(n -^^■9->/ / S^m^^^) i:T«RLT, 3 -(ji-f-^-f-^-*^^-^) - 2 - 
(2-'fyyDe/l/7x^)>f ^ J- 1 , 3 -f77'J v>(0. 2 7g, W 7 7 
%) * Sfel^ H B H -e|#/io B4 * 7 9 - 8 It 

1H-NMR ( Sppm TMS / CDCI3 ) 1.20 (6H, d, J = 6.9), 1.30 (3H, t, J = 7.4 
), 2.90 (2H, t, J = 7.4), 3.15 (2H, t, J = 7.4), 3.20 (1H, q, J = 6.9), 
4.31 (2H, t, J = 7.4), 6.79-6.82 (1H, m), 7.07-7.16 (2H, m), 7.28-7.32 ( 
1H, m): 




1-7 



1-8 



ffitE#2 003-3 108360 



mm 1 1 - 2 6 0 7 8 0 



^-v: 35/ 





[0 0 4 6] 

1 , 3 -f7'/U i?>(it&to I ~ 9)<£>§Sbi 
2 0] 

/ CS 2 {1-2eq) 

N aH (1.2eq) Mel (1.2eq) 

DMF DMF 
Ot; 1 h rt 1 h 

I-7 I-9 

2-(2-^vyntf;i/7x-;v)^5y-l,3-f7 , / , ;y>(0.2 2g), 
-MKf(0.0 9g), N, N-'^fWA7 5 K(2ml)<7)^^tc, 6 0 

%7k^bf- h «; ?a(o. o 5g)^7X<tTT'ipx., 3 0^«m iMb^M 

0. 1 7g)£Jj[];i, m^-e2B#ra}!£pL7t:o S«HtK(3 0ml)£Jn;L, 
iVx-f;H6 Oml)-Cjfctti L£o ^{M£te7»^^ At^M, $cJ± 

|^i^-^)H-Cffl^L-C, 2-(2->f V7°n t';v7x-;v)^ 5 y-3 
;i/^-^)^^-77;w^-^- 1 , 3 -f77*'J v>(0 . 1 4g, l|X^4 5%)£tefe^ 

iH-NMR ( Sppm TMS / CDC1 3 ) 1.23 (6H, d, J = 6.9), 2.65 (3H, s), 2.90 ( 
2H, t, J = 7.4), 3.20 (1H, q, J = 6.9), 4.45 (2H, t, J = 7.4), 6.79-6.82 
(1H, m), 7.07-7.16 (2H, m), 7.28-7.32 (1H, m). 
[0 0 4 7] 

###!I3 (2 h^y^>y» Vf tv7^- h (ita'^O 6 ) tf>§y| 
[fb2 1] 

OMe 

CICSCI (leg) r***^^ 




CHCU 
0°C 1Ti 



NCS 



6 



aifiE#2 003-3108360 



#IS¥ 1 1 - 2 6 0 7 8 0 



^-v: 36/ 



2 -7 h *y^/'W 5 > (1.80g) Oyxf^x-fJl' (20ml) 

(1.5 4g) £*i$Tl O^ritiTL, Sfi^lB#W«#L 
fco RfL^^TK (3 0ml) yxfjvx-f^ (6 0ml) -Cttlffi L£ 0 fib 

m ft * &*fflc&-7 ^ * v * A dftEftft L"C> (2-n + y^>y> 

) >fyft'/7*-h (2.3 5g, 9%) £«fe#lM#»-ef*fco 

1H-NMR ( <Jppm TMS / CDC1 3 )3.86(3H, s), 4.70(2H, s), 6.88 (1H, d, J = 7 
.4), 6.98(1H, t, J = 7.4), 7. 24-7. 30(2H, m). 
[0 0 4 8] 

###U4 N — (2-^h^y^>y;l/) -N'- (1-t Ko + y-2, 2-y 
[it 2 2] 




(2-^h*y^'/y» ^fVftvT^-f (2.3 5g) ©yx^x-f 
^ (2 0ml) vgfft^ 3 -T 5 J - 2 , 2 - y'^f/l/y'n/V ( 1 . 3 4 g) 

* in x. , est* 1 mm mw l £ 0 * wEftte Ltufb^i^y'j* 

- (2-^h + y^/y^) — N' — (1 - t KD^y-2, 2 -/7f ^) "7*n 

t?^ft>)i/7 (3.70g, jr^99%) zm&mmto'cnfzo 

1H-NMR ( Sppm TMS / CDCI3 )0.82(6H, s ), 3.25(2H, s), 3.55(2H, d, J=6.3 
), 3.86(3H, s), 4.70(2H, s), 6.50(1H, brs), 6.88(1H, d, J = 7.4), 6.95(1 
H, t, J = 7.4), 7.24-7.30(2H, m). 
[0 0 4 9] 

mmn 1 o 2 - ( 2 - 7 h * ->^> v;v) ^57-5,5-^^-1,3- 

f7yy(ib^ I - 1 0)O$£ii 



tBII# 2003-3108360 



iff M¥ 1 1 - 2 6 0 7 8 0 



^-v: 37/ 



Hb2 3] 



s 



OH 



DEAD (1eq) 
Ph 3 P (leg) 

THF 
rt 1H 



OMe 




1-10 



-fu k? )V^-ir <y VT (3.7 0g) , F'J7xi]^^7r/ (3.4 4g) , 
7tKD77> (2 0ml) c7)^^-^u, 7yy*i^f>iyxf;i/ (2.2 8g) 

£i o 5rfBi-« r u mu^2mmm.WLfz 0 Kfcm^fc uomi) £#nx., 

it*7-ls> (9 0ml) -CtttliL^o fflmiR^ISTK^^^^v^ A-ef£^> ^ 

/fffsBfcx.f-fl') CtiiLt, 2- (2-^F^y^>y>) ^7-5,5- 
y^f;l/- 1 , 3 -f7y> (0.8 7g> JR3*2 5%) ^MfeftM^TWco 
1H-NMR ( Sppm TMS / CDCI3 )l.05(6H, s,), 2.75(2H, s), 3.23(2H, s), 3.83 
(3H, s), 4.4K2H, s), 6. 86-6. 95 (1H, m), 7. 20-7. 30 (1H, m), 7.44-7.48 (2H, 
m) . 

[0 0 5 0] 

-1,3 -f7^>*fflv»T, J^TOUli 11-12 £ n T o^r 0 
Hifefll 1 1 3 2 - (2 - yt h + y^>y»'f 5 7 

-5, 5-y^f;V- 1 , 3 -f7y>(lt^U I - 1 1 )<7)$5Bi 
lit 2 4 ] 



OMe 




1-10 



CICOSEt (1.1eq) 
Et 3 N{1eq) 



THF 
i1 1h 



OMe 




1-11 



2 -(2 -* l>+y^>y»^ ^7-5, ><^)V- l,3-f7v>(0 

. 2 8g)> h >(0. 1 5gK ia^b^^l/>(5ml)Orl^U, 



ttlfHf 2 003-3108360 



#If ¥ 1 1 - 2 6 0 7 8 0 



^-v: 38/ 



7K(3 0ml) *m?L, v 



^ * v * a -eteflMfe, MffiM L r f» ti fcasfc £ -> »; * * * 7 a ? n -7 h 

7 7 ^ - ( n - a+ f >/i^if M Ctffli L t, 3-(xf^ft*/l'jK- 
;U)-'2 -(2-7 h^rv'^v^M 5 7-5, 1 , 3 -f7y'V( 

o. 2 og, urn 5 7%)&te&mvt®-e&fzo 

iH-NMR ( Sppm TMS / CDCI3 ) 1.15 (6H, s), 1.25 (3H, t, J = 7.4), 2.69 ( 
2H, s), 2.83 (2H, q, J = 7.4), 3.69 (2H, s), 3.84 (3H, s), 4.61 (2H, s), 
6.86 (1H, d, J = 8.2), 6.96 (1H, t, J = 8. 2), 7. 26 (1H, t, J = 8.2), 7.5 
5 (1H, t, J = 8.2). 
[0 0 5 1 ] 

mnni 2 2 -(2-* h+->^>y»^ <y-3-(^f^ft)f**;^f 

=-)V-b, 1 , 3 - fTv'Xft^ I - 1 2)<Dmm 



2 - (2 - 7 h^v^v^M 5 y - 5, 1 , 3 - f 7y>(0. 

2 7gK — fi£f ( 0 . 0 9gK N, N-y^fWA75 K ( 2 ml) Orl^ijfc 

6 0%7X^bf- h V *A(0. 0 5g)Sr*^T-CiPx., 3 0^flftHt, <t 0 
ffcy^MO. 1 7g)£ftn;l, ^a-e2B#Wm#L7to RtL>mC7K(3 0ml)£#Dx. 
, yxf;i/x-fM6 0ml)'eiasLf:o ttffiiS&afcfcfitB***'*'* v* 

JrHt>/ / S^-X-^^)^TffiS!iLT, 2 -(2 -7 f^fy^yy»^ 57-3-( 
^f^ft)f^*;l"f-;i'- 5, 5-y^f^- 1 , 3 -f7y>(0. 2 Og. 4X 
s£ 5 7 %) £ m&mxya £ o 

iH-NMR ( <5ppm TMS / CDCI3 ) 1.25 (6H, s), 2.56 (3H, s), 2.72 (2H, s), 3 
.85 (3H, s), 4.43 (2H, s), 4.63 (2H, s), 6. 86-6. 88 (2H, m), 7.20-7.30 (1H 
, m), 7.44-7.48 (1H, m). 



Iit2 5] 




1-11 



1-12 



mSE#2 003-3108360 



#SS¥ 1 1 - 2 6 0 7 8 0 



^-v: 39/ 



[0 0 5 2] 

##M 5 (2-^^fy7x^fJV) ^Vftv7^-F (it&VB 9 ) OSSBS 
[ft 2 6] 



OMe 




2-^F^r-/7x^f^7r/ (1. 9 8g) «yxfK-f^ (2 0ml) i# 
ifcK, f*^t*> (1.54g) £7fci£Tl OWiTL, MfitM 
LfJo RlS?ft^7K (3 0ml) ££DX-> (6 0ml) tiffilfcc 

m&i&Z M^Wf? 7 * -> * A «ffi«*8 Lt, (2-^*y7i* 

•f-^v) >fvftv7^-h (i.8 0g, iR^7 l %) ^li-ferft^-cif^o 

iH-NMR ( Sppm TMS / CDC1 3 )3.00(2H, t, J = 7.4), 3.70(2H, t, J = 7.4), 
3.86(3H, s), 6.88-6.95(2H, m), 7.15(1H, d, J = 7.4), 7.24(1H, t, J = 7.4 
). 

[0 0 5 3] 

###!I6 N- (2-^^y7x^fJl/) — N ' — (1— t Kn + y-2, 2 — 
[ft 2 7] 




(2->ht'>7xW) 'fyft'/T^-h (2.3 5g) Oyxf^x- 
f-;v (2 0ml) 3-7U-2,2-yVf^7nA7-^ ( 1.3 4g 

) **px. , 1st 1 n#rajt # l tzo m&mwLzm&wm lx& h titzmmz »; 

N- (2->h+y7zW) — N' — (l-tKD + y-2,2-yVf^) 
7*nt>ft7l/7 (2.4 5g, «8 9%) *&feflM#»-?#fco 



miE# 2003-3108360 



iff M¥ 1 1 - 2 6 0 7 8 0 



^-v: 40/ 



1H-NMR ( <5ppm TMS / CDC1 3 )0.82(6H, s ), 2.90(2H, t, J = 7.4), 3.25(2H, 
s), 3.55(2H, d, J=6.3), 3.70(2H, t, J = 7.4), 3.86(3H, s), 6.50(1H, brs 
), 6. 88-6. 95 (2H, m), 7. 15 (1H, m), 7.24(1H, m). 
[0 0 5 4] 

Hi 1 3 2- (2-^h+v7x^f^) ^^-5,5-^^-1,3 

- ^ r v > (it£-^ i - 1 3)<vmig 

Ut2 8] 



N- (2-^ + y7x^) — N' — 
) -?U\£)V?-jr^l>T (2.4 0g) , F'j7x-J^^7r/ (2.1 2g) , -f 
h7t Kn77> (2 0ml) <7)?!^?j£&C, TVyAi^f^yxf ^ (2.2 8g 
) £l 05^-C$jTU ma-T2B#r B m^L/i 0 &J£M^tK (4 0ml) 

tsAt*i-vv (9 0mi) -e^tiiL^o mmmzm&mm^r*"/^^^$mfe, 
mj±akm Lxnh ntzmm ^y^^^^A^nv^*??^ ( n - ^ 

tcrfflMLT, 2- (2-^^y7x^) A \ J - 5 , 
5-yVf^-l,3-f7yy (0.70g, i»3l%) fcMfett&^-CWco 
iH-NMR ( £ppm IMS / CDCI3 )l.05(6H, s,), 2.72(2H, s), 2.80(2H, t, J = 7 
.4), 3.25(2H, s), 3.55(2H, d, J=6.3), 3.83(3H, s), 6. 83-6. 95 (2H, m), 7. 1 
5(lH, m), 7.24QH, m). 
[0 0 5 5] 

±8BH*&^ l 3 -Q% h ftfz 2 -(2-* Ky7x^fiV)^7-5, 5 - v 
1 , 3 -fTyy^fflK, JilTWilW 14-15 ofc 0 
[0 0 5 6] 

HWU 14 3 - {i-?- U )V - 2 -(2 - * ^y7x^)^ ^ 

y-5, 5-v>^;V- 1, 3-f7y>(ft^I - 1 4)^S!Jji 




10 



1-13 



ffitiE^ 2003-3108360 



#0¥ 1 1-260780 



^-v: 41/ 



[it 2 9] 



OMe H 



CICOSEt (1.1eq) 
EUN (1eq) 



THF 
rt 1h 




1-13 1-14 

2 -(2-* F^v7x^fM^ 5 y - 5, l,3-f7y>( 
0.2 8gK h 'Jif*7 5 >(0. 1 5gh Etffc* ^-W>(5ml)0?l^?StC, ? 
DDft^lxfjKo. 1 5 g) & 3 55"CrST U 2 R#F*1*t# L£ Q Rtfcifc 

H7K(3 0ml)*iPx., v7xf^x-fA/(6 0nl)-eiffiL^o J*ffiifc**&*tt8ft 
T v * A MJ±M L T!# <b *l7t5£aEfc y'jm*5A^D7f 

- (n-Adrt^/ilxf^Cti^Lt, 2 -(2 -y F + y7x 
^ y - N-(^-f-/l/^**^<*W ^)- 5,5-y^f^-l,3-f 
7y>(0.2 lg. 0X)Srfttferft^"CW7te 

iH-NMR ( £ppmTMS / CDCI3 ) 1.11 (6H, s), 1.26 (3H, t, J = 7.4), 2.61 
(2H, s), 2.83 (2H, q, J = 7.4), 2.99-3.05 (2H, m), 3.61-3.66 (2H, m), 3. 
62 (2H, s), 3.82 (3H, s), 6.86- 6.91 2H, m), 7.17- 7.26 (2H, m). 
[0 0 5 7] 

5 2-(2-y FJfy7x^f;l/)^ ^y-3-(^f t)f 
5, 5-y^f^- 1 , 3 -f7y> (it^^J I - 1 5)0$£ii 
Hfc3 0] 



CS 2 (1 2eq) 

1 N S^V NaH(1.2eq) Mel(l.2eq) ^rs. 

DMF • DMF * CX^ N ^"> 

OMe H Otlh rt2h T N ig- 7 

OMe J 

113 115 S^SMe 



1 -( 1 -y F*->7xW)/f S y - 5, 5-y>f^- 1 , 3-f 7y>( 
0.2 8gK =lfifrffc&*(0. 0 9 gh N, N-y^f;^^A7^ K(2ml)Ol 
3-$^ 6 0%*3Hb^ U *A(0. 0 5g)£;fc#TTfln£, 3o«mi 
<t?^f^(0. 1 7g)^inx., MS-C2NfW«£#L^o RJC&iftt-*(3 0ml) £ 
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flux., yxf^x-f^(6 0ral)t"MLf:o iffii^S^^^/^At' 
-3-{*T)VT*)^-7!r1])V#=-)V-5, fr- 1, 3-f7y>(0. 1 

8 g , urn 5 o%)*m&mmxmzo 

iH-NMR ( <Jppm TMS / CDCI3 ) 1.19 (6H, s), 2.55 (3H,s), 2.64 (2H, s), 3. 
05 (2H, t, J =7.5), 3.66 (2H, t, J = 7.5), 3.84 (3H, s), 4.35 (2H, s), 
6.84- 6.91 (2H, m), 7.17- 7.30 (2H, m). 
[0 0 5 8] 
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No 






1-16 


57-59*C 


1.16 (611, s), 1.31 (3H, t, J = 7.3), 2.64 (2H, s), 2.91 (2H, q, J = 73), 
3.78 (2H, s), 6.96 (1H,dd, J = 7.4, 1.2), 7.14 (IH, t, J = 7.4). 
7.36 (2H, t. J = 7.4). 


1-17 




1.15 (6H, s), 1.31 <3H, U J = 7.3), 2.67 (2H, s), 2.91 (2H, q J = 7.3), 
3.77 (2H, s\7.10-7.15 (4IL m). 


I-1S 




1.16 (61L s), 1.31 (3H t t, J = 7.3), 2.68 (2H, s), 2.92 (2H, q, J = 73), 
3.80 (2H, s), 6.96 (1H, dd, J = 7.7, 1.2), 7.08 (1H, dt, J = 7.7, 1.6), 
7.25 (2H, t, J = 7.4), 7.40 (IH, d, J = 7.4). 


1-19 




1.15 (6H, s), 1.27 (3H, t, J = 7.3), 2.24 (3H, s), 2.62 (2H, s), 

2.92 (2H, q, J = 7.4), 3.77 (2H, s), 6.83 (1H, d, J = 7.7), 7.04 (III, t. J = 7.7), 

7.16-7.22 (2H. m). 


1-20 




1.15 (6H, .s), 1.19 (3H, t, J = 7.4), 131 (3H, t, J = 73), 2.62 (2H, q, J = 73), 
2.65 (2H, s), 2.94 (2H, q, J = 7.4). 3.77 (2H, s), 6.83 (III, d, J = 7.6), 
7.10-7.22 (3H, id). 


1-21 




0.95 (3H, I, J = 73), 1.15 (6H, s), 130 (311, 1, J = 7.4), 1.50- L64 (2H, m), 
2.56 (2H, q, J = 73), 2.59 (2H, s). 2.90 (2H, q, J = 7.4), 3.76 (2H, s), 
6.82 (IH, d, J = 73), 7.06-7.28 (3H, m). 


1-22 




0.90 (3H, t, J = 7.1), 1.15 (611, s), 1.29 (3a t, J = 7.4), 1.30 1 .34 (2H, m), 
1.52-1.58 (2H, m), 2.54 (2H, q, J = 7.1), 2.62 (2H, s), 2.92 (2H, q, J = 7.4), 
3.76 (2H, s), 6.79 (1H, dd, J = 7.9, 1.4), 7.06-7.28 (3H, m). 


l-z3 




0.86 (311, t, J = 7.4). 1.14 (6H, s), 1.16 (6H, d, J = 6.9), 1.29 (3H, t, J = 7.4), 
1.48-1.58 (2H. m). 2.61 (211, s), 2.89 (2H, q, J = 7.4), 2.88 2.92 <1H, m), 
3.76 (2H, d, J = 13.6), 3.82 (lll,d, J = 13.6), 6.82-6.88 (IH, in), 
7.10-7.18 (IH, m), 7.23-7.29 (III, m) . 


1-24 




1.15 (6H, s), 1.27 (3H, t, J = 7.4), 133 (9H, s), 2.68 (2H, s), 

2.86 (2H, q, J = 7.4), 3.75 (2H, s), 6.86 (IH, dd, J = 7.4, 1.6), 7:08-7.19 (2H. m), " 
738 (211, dd, J = 7.4, 1.6). 


1-25 




0.99 (6H, s), 1.25 (3H, t, J = 7.4), 2.45 (2H, s), 2.82 (211, q, J = 7.4), 
3.5 1 (2H, s), 6.9S (1H, d, J = 7.7), 7.20-736 (6H. m), 7.43 (211, m). 


[26 


82-83'C 


1.15 (6H, s), 1.29 (3H, t, J = 73), 2.66 (2H, s), 2.89 (2H, q, J = 7.4), 

3.77 (2H, s), 6.98 (III, d, J = 7.6), 7.19 (1H, t, J = 7.6), 7.49 ( IH, t, J = 7.6), 

7.64 (III, d, J = 7.6). 
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No 


■LA 




1-27 




1.16 (6H, s), 1.25 (3H, t, J = 7.4), 2.62 {2H, s), 2.88 (2H, q, J = 7.4), 
3.78 (2H, s), 3.83 (3H, s), 6.91-6.96 (3H. m), 7.05-7.14 (1FL m). 


1-28 




1.15 (6H, s), 1.30 (3H, t, J = 7.4), 1.40 (3H, t, J = 7.0), 2.60 (2H, s), 

2.90 (2H, q, J = 7.4), 3.78 (211. s), 4.08 (2H, q, J = 7.0), 6.90-6.94 (3H, m), 

7.06-7.08 flH, m). 


1-29 




1.14 (6H, s), 1.29 (6H, d, J =7.4), 1.31 (6H, d, J = 6.0), 2.59 (211, s), 

2.89 (2H, q, J = 7.4), 3.76 (2H, s), 4.50 (1H. q, J = 6.0), 6.90-6.93 (311, m), 

7.01-7.07 (1H, m). 


1-30 


78-80"C 


1.15 (6H, s), 1.29 (3H, t, J = 7.4), 2.43 (3H. s), 2.63 (211, s), 

2.89 (2H, q, J = 7.4), 3.78 (2H, s), 6.87-6.91 (1H, m), 7.05-7.14 (2H, m), 

7.20-7.29 (1ft m). 


1-31 


55-57*C 


1.15 (6H, s), 1.29 (3H, t, J = 7.4), 131 (3H, U J = 7.4), 2.66 (2H, s), 

2.89 (2H, q, J = 7.4), 2.94 (2H, q, J = 7.4), 3.78 (2H, s), 

6.91 (1H, dd, J = 7.4, 1.6). 7.08-7.20 (21L m), 7.32 (1H, dd, J = 7.4, 1.6). 


1-32 




1.15 (6H, s), 1.27 (6H, d, J =6.6), 1.28 (6H, d, J = 7.4), 2.65 (2H, s), 

2.88 (2H, q, J = 7.4), 3.38-3.42 (1H, m), 3.78 (2H, s), 6.90 (1H. dd, J = 7.7, 1.6), 

7.08-7.20 (2H, m), 7.32 (1H, dd, J = 7.7, 1.6). 


1-33 




1.15 (6H, s), 1.29 (311, t, J = 7.4), 2.60 (2H, s), 2.71 <6H, s), 

2.89 (2H. q, J = 7.4), 3.77 (211, s), 6.90-6.98 (3H, m), 7.05-7.10 (1H, in). 


1-34 




1.16 (611, s), 1.27 (6H, d, J = 6.9), 1.31 (3H, t, J a 7.4), 2.64 (2H, s), 

2.91 (211, q, J = 7.4), 2.98 flH, q, J = 6.9), 3.77 (2H, s), 6.78-6.83 (2H, m), 

7.01-7.04 (1H, m), 7.25-7.27 flH. in). | 


1-35 


68-69°C 


1.16 (6H t s), 1.30 (3H, t, J = 7.3), 2.66 (2H, s), 2.90 (2H, q, J = 7.3), 
3.76 (2H. s)6.98 (2H, dd, J = 6.6, 2.1), 7.31 (2H, dd. J = 6.6. 2.1). 


1-36 


67-69 c C 


1.15 (6H, s), 1.20 (6H, d, J = 6.9), 1.26 (3H, t. J = 7.4), 2.64 (2H, s), 

2.86 (2H, q, J = 7.4), 2.89 (1H, q, J = 6.9), 3.75 (211, s), 6.98 (2H, d, J = 8.2), 

7.20 (2H, d, J = 8.3). 


1-37 


125-126°C 


1.15 (6H. s), 1.30 (311, t, J = 7.3), 2.72 (2H, s), 2.92 (2H, q, J = 7.3), 
3.78 (211, s), 7.05 (2H, d, J =8.3), 7.31 (2H. d, J = 8.3). 


1-38 


76-7S°C 


1.15 (6H, s), 1.30 (3H, 1, J = 7.4), 2.14 (3H, s), 2.29 (3H, s), 2.63 (211, s), 

2.89 (2H, q, J = 7.4), 3.77 (2H, s), 6.70 (1H, d, J = 7.9), 6.94 (1H, d, J - 7.9), j 

7.06 flH, s). 
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No 






1-39 




1/14 (6H, s), 1-29 (3H, t, J = 7.4), 2.21 (3H, s), 2.32 (3H, s), 2.65 (2H, n), 
2.89 (2H, q, J = 7.4), 3.76 (2H, s), 6.73 (IH. d, J = 7.9), 6.97 (IH, d, J = 7.9), 
7.02 (1H, s). 


1-40 




1.15 (6H, s), 1.30 (3H, t, J = 7.4), 2.19 (3H, s), 2.31 (3H, s), 2.64 (2H, s), 
2.89 (2H, q, J = 7.4), 3.77 (2H, s), 6.65 (IH, s), 6.86 (III, d, J = 7.9), 
7.07 (1H, d,J = 7.7). 


1-41 


59-61°C 


1.15 (6H, s), 1.30 (3H. t, J = 7.3), 2.19 (611, s), 2.62 (2H. s), 

2.90 (2H, q. J = 7.3). 3.78 (2H, s), 6.90-6.96 (Uhm\ 7.02-7.08 (2H, in). 


1-42 




1.15 (6H. s), 1.31 (311, t, J = 7.4), 2.26 (3H, s), 2.28 (3H, s), 2.65 (2H, s), 
2.91 (2H, q, J = 7.4), 3.78 (211, s), 6.74 (1H, dd, J = 7.9, 1.8), 
6.80 <1H, d. J = 1.8), 7.13 (1H. d. J = 7.7). 


T-43 




1.15 (611, s), 1.31 (3H, t, J = 7.4), 231 (6H, s), 2.63 (2H, s). 
2.90 (211, q, J = 7.4). 3.76 (2H, s), 6.58 (2H, s), 6.77 (1H, s). 


1-44 




1.15 (6H, s), 1.2S (3H, t, J = 7.4), 2.21 (3H, s), 2.64 (2H, s), 

2.90 (211. q. J = 7.4), 3.76 (2H, s). 6.74 (1H, d, J = 8.2), 7.10-7.18 (2H, m). 


1-45 




1.15 (6H, s), 1.28 (3H, t, J = 7.4), 2.31 (3R s), 2.66 (211, s), 

2.92 (2H, q, J = 7.4), 3.78 (2H, s), 6.74 (IH, d, J = 7.8), 7.04 (1H. d, J = 7.8), 

7.25 (1H. d,J = 7.8). 


1-46 


119-120*C 


1.16 (6H, s), 1.25 (6H. d, J = 6.9), 1.29 (3H, t, J = 7.4), 2.69 (2H, s), 
2.90 (2H, q, J = 7.4), 3.15 (1H, m), 3.79 (211, s), 6.92 (IH, d, J = 8.7), 
8.01 (1H, dd. J = 8.5, 2.4), 8.18 {1H, d, J = 2.4). 


1-47 




1.17 (6H. s), 1.23 (6H, d, J = 6.9), 1.30 (3H, t, J = 7.4), 2.69 (2H, s), 
2.91 (2H, q, J = 7.4), 3.19 (1H, m), 3.79 (211, s), 7.41 (IH, d, J = 8.7), 
7.71 (1H. d, J = 2.4), 7.92 (1H, dd, J = 8.7, 2.4). 


I-4S 




1.15 (611, s), 1.30 (3H, 1, J = 7.4), 2.73 (2H, s), 2.93 (2H, q, J = 7.4), 

3.82 (2H, s)7.15 (211, d, J =83), 8,48 (1H. dd, J = 8.3, 1,4), 8.90 (1H, d, J =8.3). 


1-49 


64-66*C 


0.95 (3H, t, J = 7.3), 1.15 (6H, s), 1.50-1.64 (2H, m), 2.32 (311, s), 
2.56 (2H, q, J = 7.3), 2.63 (2H, s),3.7S (2H. s). 6.82 (1H, d, J = 7.3). 
7.06-7.28 (3H, m). 


1-50 


95-96°C 


1.16 (6H, s), 1.20 (6H, d, J = 6.9), 2.32 (3H, s), 2.64 (2H, s), 

3.12 (1H, q, J = 6.9), 3.79 (2H, s), 6.78-6.82 (IH, rn), 7.11-7.20 (2H, m), 

730-7.34 (IH. m). 



^-v: 50/ 
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No 






r-5i 


53-56°C 


0.85 (3H. i, J = 7.3), 1.15 (611, d, J = 6.9), 1.18 (6H. s), 1.57-1.70 (2H, m), 

231 (3H, s), 2.62 (2H. s), 2.91 (IH, q, J = 6.9), 3.74 (IH, d, J = 13.7), 

3.78 (IH. d. J = 13.7), 6.78-6.83 <1H, m), 7.1 1-7.18 (2H. m), 7.23-730 HH, m). 


1-52 


8S-90 n C 


1.17 (6H, s), 1.27 (6H. d, J = 6.9), 233 (3H, s), 2.65 (2H, s), 

2.91 (IH, q, J = 6.9), 3.79 (2R s), 6.78-6.83 (2IL m), 7.01-7.04 (IH, m), 

7.20-7.24 (IH. m). 


1-53 




1.16 (6H. s). 2.32 (311, s), 2.65 (2H, s), 3.77 (2H, s), 3.87 (6H, s), ! 
6.51-6.59 (2H, m). 6.80-6.89 (III, m). 


1-54 


102-104*C 


1.15 (6H, s), 231 (3H, s), 2.65 (2H, s), 3.76 (2H, s), 5.96 (2H, s), 
6.42 (HI, dd, J = 8.1. 1.8), 6.53 (IH, d, J = 1.8), 6.78 (IH, d, J = 8.1). 


1-55 


129-13rC 


1.16 (6H, s), 2.32 (3H, s), 2.67 (2H, s), 3.78 (2H, s), 3.85 (6H, s), 3.86 (3H, s), 


1-56 


107-109*C 


1.17 (3H, I, J = 7.6), 1.22 (6H, s), 2.58 (2H, q, J = 7.6), 2.64 (3H, s), 2.66 (2H, 
s), 4.51 (2H, s), 6.91 (IH, dd T J = 7.5, 13), 7.02-7.19 (211, m), 7.23-7.28 (IH, 
m\ 


1-57 




0.85 (3H, 1, J = 73), 1.18 (6H, d. J = 6.9), 1.23 (611, s), 1.57-1.70 (2H, ro), 

2.64 (3H, s), 2.66 (2H, s), 2.88 (IH. q, J = 6.9), 438 (III, d. J = 13.7), 

4.60 (IH, d, J = 13.7). 6.83-6.90 (IH. m), 7.11-7.18 (211. m). 7.28-735 (IH. m). 


T-58 


85-87*C 


1.22 (6H, s), 2.62 (3H, s), 2.63 (2ft s), 3.35 (3H t s), 4.40 (2H, s), 4.48 (2H, s), 
6.93-6.99 (IH, m). 7.11-7.29 (211. m), 7.40-7.49 (IH, m). 


1-59 


ii3ii4*c 


1.22 (311, s), 1.24 (3H, s), 137 (3H, d, J = 6.4), 2.63 (3H, s), 2.65 (2H, s), 
3.24 (3H P s), 435 (IH, d. J = 13.6), 4.55 (IH, q, J = 6.4), 4.66 (IH, cl, J = 13.6), 
6.91 (IH, d, J = 7.4), 7.19-7.40 (2H. m), 7.51 (IH, d, J = 7.4). 


1-60 


12S-130°C 


1.22 (6H, s), 2.62 (3H, s), 2.65 (2H, s), 3.85 (3H, s), 4.53 (2H, s), 
6.93-6.99 (2H. in), 7.02-7.15 (2H, m). 


1-61 


ioo-iorc 


1.26 (6ft s). 1.43 (3ft t. J = 7.4), 2.66 (2H, s), 2.67(3II,s), 4.08 (2H, q, J = 7.0), 
4.55 (2H, s). 6.95-6.99 (3H. m), 7.11-7.18 (IH, m). 


1-62 


I37-139°C 


1.23 (6H, s), 2.43 (3H, s), 2.64 (3H,s), 2.67 (2H, s), 4.53 (2H, s), 
6.87-6.92 (HI. m). 7.11-7.20 (2H, m), 7.23-7.29 (IH, in). 
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1-63 


l03-105 o C 


1.1.? ^Orl, 1 W*li l > J — * I-- 3 A. (-?rl, l. J — J..OD (^.tt, s 

2.89 (2H t q, J = 7.4), 2.94 (2H, q, J = 7.4), 3.78 (2H, s), 


1-64 


125-126°C 


1.24 (611. s), 1.28 (6H, d, J =6.6), 2.63(3H, s), 2.66 (2H, s), 3.38-3.42 (1R m), 
4.53 (211, s), 6.97 (1H, dd, J = 7.7, 1.6), 7.08-7.20 (2H, m), 

7 1? /I tl T — 7 7 1 <1 


1-65 




1.22 (6H, s), 2.63 (3H, s>, 2.65 (2H, d, J = 13.6), 2.75 (3H, s), 

4.1 / (Ili, a, J = i3.o),4. / / (In, (I, J = 13.o), /.Uo (In, da, J = 7.7, 1.7), 

7.19-7.40 (2H. m), 7.97 (1H, dd, J = 7.7, 1.7). 


1-66 


147-149°C 


1.23 (6H, s), 2.63 (3H, s), 2.71 (2H, s), 3.13 (3H, s), 4.52 (211, s), 
/.II (In, m,) s /.J 1- /.ZU (zti, m), /.Z3- /-Zv (1H, in). 


167 




1.22 (6H, s), 1.23 (3H, t, J = 6.9), 2.63 (3H. s), 2.66 (2H, s), 2.70-2.85 (1H, m), 
Z.yU-3-O (lrl, m), 4.Z:> (1H, a, J = 13.6), 4.7U (III, a, J = 13.6), 
7.06 (1H. d, 1 = 7.5), 7.30-7.45 (2H, m), 7.90 (1H, d, J = 7.5). 


T-68 


inn in? °p 


1.Z3 (OH, S), Z.oZ pri, S), Z.CO (Zli, S), /I (Ori, 5), (ZH, s), 
6.93-6.99 (3H, m), 7.02-7.15 (1H, m). 


1-69 




I.ZJ (DM, s), l.ZD (ori, a, J = o.V), Z.n4 s), Z.OO (Zti, S), 

2.92 (1H q, J = 6.9), 4.52 (2H, s), 6.84-6.86 (2H, m), 7.08-7.13 (1H, m), 

7 >8-7 ^7 HTT Tn^ 

/ .X.O- / -J± ^111, 111 }» ■ 


1-70 


ii6-iirc 


1.23 (6H, s), 2.64 (3H, .s), 2.68 (2H, s), 4.51 (2H, s), 6.97 (2H, d, J = 8.6), 
7 35 r>H A 1 - 8 61 


1-71 


103-105°C 


1.22 (6H, .s), 2.19 (3H, s), 2.30 (3H 7 s), 2.63 (3H, s), 2.65 (2H, s), 430 (2H, s), 
6 79 fl H d 1 = 79^ 6 98 flH d 1 = 79^ 7 02 C1H si 


1-72 


100-lOrC 


1.23 (6H, s), 2.18 (3H, s), 232 (3IL s), 2.64 (3H, s), 2.65 (2H, s), 431 (2H, s), 
6.71 (1H. s\ 6.88 (1H, d, J = 7.9), 7.08 (1H, t, J = 7.9). 


1-73 


93-95 y C 


1.22 (611, s), 2.12 (3H, s), 2.30 (3H, s), 2.64 (3H, s), 2.65 (2H. s), 4.51 (2H, s), 
6.76 (III, d, J = 7.9), 6.98 (1H. d, J = 7.9), 7.08 (1H, t, J = 7.9). 


1-74 


126-12S°C 


1.23 (6H, s), 2.25 (3H, s), 2.27 (3H, s), 2.64 (3H, s) f 2.65 (2H, s), 4.51 (2H, s), 
6.76 (lH, d, J » 7.9), 6.82 (1H, s). 713 (1H, d, J = 7.9). 


1-75 


96-98'C 


1.23 (6H, s). 2.32 (6H, s), 2.63 (311, s), 2.65 (2H. s), 4.5 1 (2H, s), 
6.64 (2H, s), 6.80 (Ills). 


1-76 




1.22 (6H t s), 2.64 (3H, s), 2.65 (2H,.s), 3.79 (3H, s), 3.88 (3H, s), 432 (2H, s), 
6.60 OH, d, J = 7.9), 6.73 (1H, d, J = 7.9), 7.04 (1H, d, J = 7.9). 
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1-77 




1.24 (6H, s), 2.63 (3H, s), 2.68 (2H, s), 3.87 {6H, s), 4.50 (2H, s). 
6.61-6.65 (2H, m). 6.85-6.89 { IH, m). 


1-78 




1.22 (6H, s). 2.62 (3H, s), 2.66 (2H, s), 3.81 (6H, s), 4.52 (2H, s), 
6.48 (1H. dd, J =8.5, 2.4), 6.51 (HI. d, J = 2.4), 6.92 (1 H, d, J = S.5). 


T lO 

I- /y 




1.22 (611, s) t 2.62 (3H, s), 2.64 (2H, a), 3.77 (6H, s), 4.52 (2H, s), 
6.56 (HI, d, J = 2.4). 6.68 (IH, dd, J =8.5, 2.4), 686 (IH, d, J = 8.5). 


1-80 


108-1 10°C 


1.23 (6H, s), 2.63 (3H, s), 2.66 (2H, s), 4.49 (211, s), 6.04 (2H, s), 
6.50 (IH, dd, J = 8.1. 1.8), 6.61 (IH, d. J = 1.8). 6.83 (IH, d, J = 8.1). 


1-81 




1.23 (6H, s). 1.25 (6H. d. J = 6.9), 2.65 (3H, s), 2.71 (2H, s), 
3.11 (IH, q, J = 6.9), 4.51 (2H, s),7.02 (III, d, J = 8.5), 
8.04 (IH, dd, J = 8.5. 2.7), 8.21 (IH, d, J = 2.7). 


T-82 




1.21 (6H, s), 1.24 (611, d, J = 6.9), 2.63 (3H, s), 2.66 (2H, s), 

3.17 (IH, q, J = 6.9), 4.51 (211, s), 7.45 (IH, d, J = 8.5), 7.80 (IH, d, J = 2.4), 

7.99 (IH, dd, J = 8.5, 2.4). 


1-83 




1.24 (6H, s), 2.64 (3H, s), 2.68 (2H, s), 3.85 (6H, s), 3.86 (3H. s), 4.51 (2H, s), 
6.28 (211, s). 


I-S4 


68-70 


1.22 (6H, d, J = 6.9), 1.2* (6H, s), 135 (3H, t, J =7-4). 2.65 (2H, s), 

3.11 (IH, q, J = 6.9), 3.25 (2H, q, J = 6.9), 4.48 (2H, s), 6.S9-6.92 (IH, m), 

7.14-7.20 (2H, m), 7.30-7.34 (IH. in). 


1-85 




0.85 (3H, t, J =7.4), 1.18 (6H, d, J = 6.9), 1.23 (6H, s), 1.35 (311, t, J =7.4), 
1.57-1 .70 (2H, m), 2.56 (2H, s), 2.87 (IH, q, J = 6.9), 3.25 (211, q, J ^ 7.4), 
4.35 (IH, d, J = 13.7), 4.60 (IH, d, J = 13.7), 6.89-6.92 (III, m), 
7.10-7.18 (2H. m), 7.30-7.34 (IH, m). 


1-86 


96-97 


1.23 (6H, s), 1.36 (3H, t, J = 7.0), 1.40 (3H, t, J = 7.0), 2.63 (2H, s), 

3.27 (2H, q, J = 7.4), 4.06 (2H. q, J = 7.0), 4.51 (211, s), 6.92-7.08 (3H, m), 

7.11-7;15(1H, m): 


T-87 


105-106 


1.22 (6H, s), 1.35 (311, t, J = 7.4), 2.43 (3H, s). 2.66 (2H, s), 

3.26 (2H, q, J = 7.4), 4.50 (2H. s), 6.95-6.98 (IH, m), 7. 10-7.17 (2H, m), 

7.24-7.29 (HI, m). 
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1-88 




1.23 (6H, s), 1.25 (6H, d, J = 6.9), 1.35 (3H, t, J =7.4), 2.66 (2H, s), 

2.90 (IH, q, J = 6.9), 3.28 (2H, q, J = 7.4), 4.50 (2H, s), 6.84-6.88 (2H, m), 

7.08-7.13 (IH, m). 7.28-7.32 (IH, m). 


I-S9 




0.98 (3H,t, J = 7.4), 1.12 (6H, s), 1.22 (6H, d, J = 6.9), L72-1.80 (2H,m), • 
2.58 (2H, s), 2.90 (2H, t, J = 7.4), 3.06 (III, q, J = 6.9), 3.71 (2H, *), 
6.71-6.76 (IH, m), 7.11-7.20 (2H, m), 7.30-7.34 (IH. m). 


1-90 


99-iorc 


1-14 (6H, s), 1.21 (6H, d, J = 6.9), 2.58 (2H, s), 3.14 (1H, q, J = 6.9), 
3.64 (2H, s), 3.86 (3H. s),6. 73-6.78 (1H, m), 7.1 1-7.1 8 (2H, m), 
7.28-7.35 HH, mV 


1-91 




1.00 (3H, t, J = 7.3), 1.14 (6H, s), 1.20 (6H, d, J = 6.9), 1.74 (2H, q, J = 73), 
2.58 (2H, s), 3.16 (IH, q, J = 6.9), 3.65 (2H, s), 4.23 (2H, q, J = 6.9), 
6.73-6.80 (1H, in), 7.12-7.18 (2H, m), 7.31-7.34 (1H, m). 


1-92 


52-53*C 


1.13 (6H, s). 1.19 (6H, d, J = 6.9), 1.20 (3H, t, J = 7.4), 2.60 (2H, s), 
2.98 (III, q, J = 6.9), 3.38 (2H, q, J = 7.4),3.77 (2H, s), 6.73-6.78 (IH, ai), 
7.09-7.18 (211, m), 7.28-7.32 flH, m). 


1-93 


76-78°C 


1.14 (6H. s), 1.22 (6H, d, J = 6.9), 2.62 (2H, s), 2.96 (III, q, J = 6.9), 

3.48 (311, s), 3.75 (2H, s), 4.64 (2H, s), 6.73-6.78 (1R m), 7.10-7.17 (2H, in), 

7.25-7.32 (IH, m). 


1-94 


61-62°C 


1.14 (6H, s), 1.20 (6H, d, J = 6.9), 2.23 (311, s), 2.68 (2H, s), 

2.93 (IH, q, J = 6.9), 3.71 (2H, s), 3.94 (2H, s), 6.S2-6.S6 (IH, m), 

7.10-7.18 (2H. m), 7.30-7.36 (IH, m). 


1-95 


50-52*C 


1-13 (6H, s), 1.20 (6H, d, J = 6.9), 1.31 (3H, t, J = 7.3), 2.65 (2H, J = 7.3), 
2.68 (2H, s), 2.90 (IH, q, J = 6.9), 3.71 (2H, s), 3.97 (2H, s), 
6.82-6.86 (IH, m), 7.12-7.19 (2H, m). 7.30-7.36 (IH, m). 


1-96 


73-75 e C 


1.21 (6H, s), 1.22 (611, d, J = 6.9), 1.42 (3H, t, J = 6.9), 2.61 (2H, s), 

3.10 (IH, q, J_= 6.9), 4.15 (2H, s), 4.65 (2H, q, 1 ^6.9), 6.74-6.78 (IH, m), 

7.14-7.20 <2H, m), 7.30-7.34 (IH, m). 


1-97 


160-162*0 


1.18 (6H, s), 1.22 (6H, d, J = 6.9), 1.25 (3H, t, J = 7.4), 2.60 (2H, s). 

2.90 (IH, q, J = 6.9), 3.71 (2H, q, J = 7.4), 4.40 (2H, s), 6.74-6.78 (IH, m), 

7.14-7.20 (2H. m), 730-7.34 (IH, m). 


1-98 




1 .04 (3H, t, J = 7.4), 1.20 (6H, d, J = 6.9), 1.27 (6H, s), 1 .73 (2H, m), 
2.64 (2H, s), 3.12 (IH, q, J = 6.9), 3.22 (2H, t, J = 7.4), 4.48 (2H, s), 
6.89-6.92 (IH, m), 7.10-7.20 (2H, m), 7.28-7.35 (IH, m). 
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T-99 


113-114 


1.04 (611, d, J =6.9), 1.27 («H, s), 1.42 (3H, d, J = 6.9), 2.63 (2H t s), 

3.14 (1H. q, 1 = 6.9), 4.02 (1H, q, J = 6.9), 4.46 (2H, s), 6.89-6.93 (1H, m), 

7.10-7.20 (2H, m), 7.28-7.35 (1H, m). 


MOO 




1.10 (6H, d, J = 6.9), 1.22 (6H f s), 2.64 (2H, s), 3.08 {1H, q, J = 6.9), 
4.48 (2H. s),4.49 (211, s), 6.83-6.90 flH, m), 7.11-7.18 (2H, m). 
7.20-7.38 f6H, m\ 


I 101 




1.15 (611, s), 1.25 (3H, t, J = 7.4), 2.70 (2H, s), 2.87 (2H. q, J = 7.4), 
3.69 (211. s), 4.55 (2R s), 730-7.40 f4H, m). 


1-102 




1.24 (6H, s), 2.57 (3H, s), 2.73 (2H. s), 4.43 (211, s), 4.58 (2H, s), 
7.23-7.40 (4H, m). 


1-103 




1.11 (6H. sV 1.26 <3H t J = 7 4^ ^61 PH ? 83 f2H ti J s 7 4^ 

3.10 (2H, t, J = 7.4), 3.65 (2H, s), 3.66 (2H. t, J = 7.4), 7.1 7 (1H, dd, J = 8.2, 

2.1), 7.30 (la I, J = 8.2), 7.36 (1H, d, J = 2.1). 


M04 




1.16 (6H s) 2 55 (3H s) *> 63 (211 s\ 3 H PH t J = 7 5^1 
3.69 (2H, t, J « 7.5),435 (2a s), 7.15 (1H, dd, J = 8.2, 2.1), 
7.25 (1H, t, J = 8.2), 7.36 (III d, J = 2.1). 


M05 




1.20 (6H, d, J = 6.9), 1.30 (3H, t, J = 7.4), 2.10-2.22 (2H, m), | 
2.88 (2a t, J = 6.4), 2.94 (2a q, J = 7.4), 3.11 (1H, q, J = 6.9), 
4.05 (2H, t, J = 7.4), 6.82-6.86 (1H, m), 7.10-7.16 (2a m), 
7.28-734 (III, m). 


M06 




1.17-1.30 (12a m), 1.45-1,52 (lH t m), 1.90-1.96 (1H, m), 
2.92 (2a q, J = 7.4), 2.95-3.05 (2H,ai), 3.14-3.23 (lH,m), 
3.72-3.75 (1H, m), 7.20-7.30 (2H,m), 7,40-7.45 (2H,m). 


1-107 




1.22 (6H, d, J = 6.9), 1.28 (3H, d, J = 6.6), 1.29 (311. t. J = 7.4), 
1.75-1.77 (lH,m), 2.29-234 (1H, m). 2.88 (2a q, J = 7.4), 3.14 (1H, ni), 
331-336 (ia m ), 4.01-4.10 (2H, m), 6.81-6.85 (1H. m),7. 10-7.20 (2a 
ro), 7.28-7.35 (IK th). 


1-108 




1.12 (3ad, J = 6.6), 1.20 (6a d, J = 6.9), 1.29 (3a t, J = 7.4), 
2.40-2.50 (ia m), 2.57 (la dd, J = 13.5, 6.6), 2.91 (2a q, J = 7.4), 
2.95 (ia m), 3.14 (1H, m), 3.45 (1H. dd, J = 13.5, 8.4), 
4.30 (ia dd, J = 13.5, 8.4), 6.81-6.85 (1H, m), 7.10-7.20 (2H, ra), 
7.28-735 (1R m). 
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1-109 




0.88 (6H, t, J = 7.5), 1.22 (6H, d, J = 6.9), 1.29 (3H, t, J = 7.4), 
1.45-1.52 (411, m), 2^58 (2H, s), 2.89 (2H, q, J = 7.4), 3.15 (IH.m), 
3.77 (2H. s), 6.78-6.83 (IH, m), 7.08-7.21 (2H. m), 7.30-7.35 fill. m). 


I- 110 


io9-n rc 


1 .21 (6H, d, J = 6.9), 1.23 (6IL s), 1.25 (3H, t, J = 1A\ 2.81 (2H, q, J = 7.4), 
2.90 (IH, t, J = 6.9), 3.05 (2H, s\ 7.13-7.30 (2H. m\ 7.36-7 .45 (2H. m). 


1-111 




1.21 (6H, d, J = 6.9), 1.31 (3H t t J = 7.4), 1.42 (3H, d, J = 6.7), 
2.90 (2H, q, J = 7.4), 3.23 (IH, q, J = 6.9), 3.69 (IH, q, J = 6.6), 
3.87-3.93 (IH, m\ 6.78-6.S2 (IH, m). 7.08-7.20 (2H. m), 7.25-7.30 (1H, m). 


11 12 




1.19-1.25 (911. m), 1.14 (3H, d, J = 6.3), 2.76 (IH, d, J = 10.9), 

2.96 (211, U J = 7.4), 3.22 (1H, q, J = 6.9), 3.44-3.48 (1H, m). 

5.12 (IH, q. J = 63), 6.81-6.85 (1H, m), 7.09-7.16 (2H, m), 7.28-7.32 (1H. m). 


1-113 


126-128°C 


1.18 (6H, d, J = 6.9), 1.22 (6H, d, J = 6.9), 1.45 (311, t, J = 7.4), 
1.80-1.91 (lH,m), 2.57-2.64 (2H, m), 2.61 (3H,s), 2.86-2.89 (IH. m), 
3.07 (IH, m), 5.95-6.05 (IH, m), 6.98-7.00 (IH, m), 7.12-7.22 (2H. m), 
7.28-735 (IH. m). 


1-114 




1.20 (6H, d, J = 6.9), 1.28 (3H, d, J = 6.9), 1.82-1.88 (III, m), 

2.48-2.63 (IH, m), 2.63 (3H,s), 3.11 (IH, m), 3.29-335 (IH, m), 4.26(1H, m), 

4.98 (IH, m\ 6.90-6.95 flH, m), 7.15-7.20 (2H, m), 730-735 (III m\ 


1-115 




1.14 (3H, d, J = 6.5), 1.20 (6H, d, J = 6.9), 2.53 (IH, dd, J = 13.0, 5.4), 
2.75 (3H,s), 2.S0-2.S5 (IH, m), 2.95 (III, dd, J = 13.0, 5.4), 3.11 (IH, rn), 
3.72 (IH, dd, J = 13.0, 9.0), 5.15 (IH, dd, J = 13.0, 9.0), 6.90-6.95 (IH, m), 
7.15-7.25 (2H, m), 7.30-735 (IH, m). 


1-116 


119-nrc 


0.88 (6H, t, J = 7.5), 1.20 (6H, d, J = 6.9), 1.45-1.52 (4H, m), 2.62 (2H, s), 
2.64 (3H, s), 3.15 (lH,m), 4.66 (211, s), 6.78-6.83 (IH, m), 7.08-7.21 (2H, rn), 
730-735 (IH. m). 


1-117 


99-100°C 


0.71-0.79 (IH, m), 0.85-0.90 (2H, rn), 1.22 (6H, d, J = 6.9), 1.22-1.25 (IH, m), 
2.61 (311, s), 2.79 (3H, s), 3.003.05 (lH,m), 4.40 (2H, s), 6.92-6.95 (IH, ra), 
7.15-7.21 (211. m), 730-735 (IH, in). 
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[Hi 6] 







No 






1-118 




1.23 (6H. s), 1.45 (6H, t, J = 7.4), 2.63 (3H, s). 2.67(2Fis). 4.08 (211, q, J = 7.0), 
4.55 (2H, s), 6.57-6.63 (2H. m), 6.85 (1H, d, J = 7.9). 


M19 


116-ns'C 


1.24 (611. s), 2.37 (3H, s), 2.64 (3H, s), 2.66 (2H, s), 3.84 (3H. s), 4.54 (211. s), 
6.75-6.80 (211. ra), 6.88 (1H. m). 


1-120 


92-93 L 


1.23 (6H, s). 2.27 (3H, s), 2.63 (3H, s), 2.67 (2H, s). 3.84 (311, s), 4.51 (2H, s), 
6.51-6.58 (2H, m), 7.10 (1H, d, J = 7.9). 


1 J. W 1 


129-130°C 


1.22 (6H, s), 2.30 (3H, s), 2.63 (3H, s), 2.65 (2H. s), 3.80 (3H, s), 4.53 (2H, s), 
6.78 6.95 (3am). 


1-122 


93-95°C 


1.22 (6H. s), 2.12 (3H. s), 2.30 (3H, s), 2.64 (3H, s), 2.65 (2H, s), 4.51 (2H, s), 
6.76 (1H. d, J = 7.9). 6.98 fill, d. J = 7.9). 7.08 (1H, t, J = 7.9). 


1-123 


151-152°C 


1.22 (6H, s), 1.83 (3H. s), 2.63 (3H, s), 2.65 (2H, s), 3.17 (3H, s), 
4.40 (III, d. J = 13.6), 4.65 (1H, d, J = 13.6), 7.01 (1H, d, J = 7.9), 
7.10-7.15 (211, m). 7.30-7.35 flH, m>. 
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CB25:##:^^$-^7t:CH0lffl^^^P^ L/:11p d b^, l£^lt^McK38, 000 
dpm<7)[3H]CP55940 (ll-^JgO.5 nM I NEN Life Science ProductsttSO t t & iZ 
. T-ytjmmWL (0.5% ^iflLyfT^y^ >£^-fr50 mM Tris-HCl^t^t (pH 7. 
4) , 1 mM EDTA, 3 mM MgC12) <PX\ 25°C, 2B#Tb^ >^j.^-v3 >L7tf£, 1 
% 4fi J i-f- 1^ > ^ ^ >M L £ 7 =7 * 7 1 9 -GF/CHratifl L fco 0. 1% BSA£r 
#tf50 mM Tris-HClH« (pH 7.4) Cti^i jfc#-> X/- v 3 >77 «7 > 
^-Ct/7X7^ fl^-i^JfettfSte****:,, ##*W*S£-I±10 ^M WIN55 
212-2 (US 5081122ie^<7)7j >-*-fcfy ^ Kf##7^^ K Research Biochemi 
cals International^) ^TTifilJ^L, #J|[ftli!i^*f WMt^W50 

(IC 5 oii) *#*!>fco 
H h(Bl$##K#-f a*§£-$Ufcti, CBl$##:&^3&^1-&CH0*tt£_LfE 

btitz&mt&ww&K Yi]y-r\£; 4 Y^mznirz>K- l m.*mMZ7r.-$- 0 m 

40tC7Fi" t a V) , ^:|§^C7)— aoft^Uytl, CBl^##Uit^TCB2^:#fl^<7)CP 
55940 (US 4371720fe«!cO7> >^HV 4 FfM7 3-^ h) fcjl^ffjK 
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Ki (nM) 


CBIgSM* 


CB2S??tt : 


1-5 


>5000 


61 ' 


1-20 


n.t. 


127 


1-27 


n.t. 


68 


1-23 


>5000 


29 


1-50 


>5000 


39 1 


1-51 


n.t. 


23 


I-52 


n.t. 


35 


1-56 


n.t. 


54 


1-6 


>5000 


9 


1-57 


4134 


6 


1-69 


n.t. 


33 


1-60 


2097 


18 


1-61 


n.t. 


84 


I-62 


n.t. 


44 


1-63 


n.t. 


43 


I-64 


n.t. 


79 


I-70 


n.t. 


128 


1-122 


n.t. 


84 


I-74 


n.t. 


48 


I I— 75 


n.t. 


142 


1-77 


n.t. 


53 


1-84 


>5000 


35 


1-85 


n.t. 


25 


1-88 


n.t. 


125 


1-98 


n.t. 


119 


1-108 


n.t. 


98 



n.t.: not tested 
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1^4 1] 



1C □ t#l 




1-5 


6.5 


1-20 


n.t. 


1-27 


n.t. 


1-23 


2.b 


1-50 


n.t. 


1-51 


2.8 


1-52 


n.t. 


1-56 


n.t. 


1-6 


2.7 


1-57 


5.5 


1-69 


n.t. 


1-60 


n.t. 


1-61 


n.t. 


1-62 


* 

n.t. 


1-63 


n.t. 


1-64 


n.t. 


1-70 


n.t. 


1-122 


n.t. 


I-74 


n.t. 


I-75 


n.t. 


I-77 


n.t. 


I-84 


n.t. 


I-85 


n.t. 


I-88 


1 n.t. 


I-98 


n.t. 


1-108 


n.t. 



n.t.: not tested 
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^: : -c (=r5) -r6 (^pfj % R5(ioX{iS ; r6(±7;i^;k r^n^v, 

) 

\msm\ % l 




(i) 
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